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component, the dosage contemplated and the precise 
route of administration. 



/ \ Por owl use of a neuroleptic agent of this invention. 

-^lulogen-CCHiU-C— a V ^ the compound can be administered, for example, in the 

5 fonn of tablets or capsules, or as an aqueous solution or 
suspension. In the case of tablets for oral use. carriers 
which can be used include lactose and corn starch, and 
lubricating agents, such as magnesium stearate, can be 

wherein X and Y are as deHned above and n, is I or 3. ,o ^^„ JZ """'1.'= 
The compounds (V) are then reduced, e.g with trie- " are lactose and dned com surch. When aque- 

thylsaane and trinuoroacetic acid i„ a "ntt^gen atmo- "n ereTem'^V^!, "^""^ 
sphere, to form compounds fill). ingredient can be combined with emulsifying and sus- 

When Ar is the o«de or dioxide of benzoisothiazolyl. nZ'^L'fT"^; "t jfV'T sweetening and/or 

the corresponding benioisothiazolyl is o;dfced"nde; is ! * ^ f ""'"muscular and 

acid condi^ons at low tempcraturL ^e add used i "f^™''se^'«=nte«''"t.on3ofthe active ingredient 
ad^tageously a „.„ure oTsuIphuric acid and nitric 

m pharmaceuUt^lly acceptable acid addition rJertS^Tr'Sil^is'S^^ 
Of the compounds of fonnula I are prepared in a con- 20 when a nmrnWr ir ZJ^^t^r .uv 
ventional manner by treating a solution or susDcniion of ^ a ncurolepuc agent of thts invention is to be 
rh^ f,** ^, n\ "7^""^ * soiuaon or suspension ot used in a human subject to treat a Dsvchotic disorder 
the free base 0) with about one chemical equ va eni of the dailv do«i.*» will n/.r,r.«ii!rvl 
a phannaccuiically acceptable acid- Conventional con- crLcril^LSir" ^ ^e determmed by the 

phj.ptonc, hydrochlonc, hyd,ob™,«, hydiotaiic, Mo.et b,,h.,^,,iJ,u, SOO^.^aZ^OMii 

-p. , . . , , , ^^y* some instances it may be neces&arv to use dn<:- 

Thc neuroleptic activity of the present compounds ages outside these limits 

may be demonstrated by methods based on standard The following examples are provided solely for th^ 

procedures. In one method, adult male Sprague-Daw- purpose of further illustration ^ ^ 
ley rats arc pretreatcd with appropriate doses of the test 

compound by subcutaneous injection. One half hour EXAMPLE 1 

S^gVmorSlnl"StiS^^^ MM4-(UNaph.hy,)piperazi„y,)e.hyl)-benzoxaxolone 
0.1% ascorbaie solution. The rats are rated bebaviorally A. To a 300 ml three-necked round-bottomed flask 

according to the following scale at 5, 15 25 35 and 45 ^lU'PPea with mechanical stirrer and Nj inlet were 
minutes after the apomorphin injection: 0=al'ert but not ^ , *** * P°'yphosphoric acid, 13.5 1 g (0. 1 mole) 

moving. l=movi„g about the cage. 2=discontinuous ° .'^"^."''^•one. and 13.89 g (0.1 mole) of bromoa- 

sniffing behavior. 3=continuous snifTrng with discon- ^f' IP ^'^^'^ birring at 1 1 J* 

tinuous oral movements, and 4=conlinuous licldnK and poured into 1 kg ice. The mUture 

chewing movements « was surred mechanically for I hour to form a purple 

The neuroleptic activity of the compounds of this *^ "i!^' ^'^ '"'"'J'^^. ""^ '"'^^ 

invention makes them useful for Ueating psychotic dis- . The solid was slumed with acetone for 30 min- 
orders in human subjects. For acampirthese com- * ^^^^ "^"""^ of purple solid filtered off. and the 

pounds are useful for treating psychotic disorders of the filtrate evaporated. The resulting dark brown 

schi2ophrenic types. «,d in particular the compounds „ f^Zut »S0 ml ethanol for 30 minutes, 

are useful for removing or amelioratine such svmDtoms ^ ? ^5.""°:^" and washed with ctha- 

as anxiety, agitation, excessive aggr^^„"tS ^d ""^1^6 0(^5^7 mo,' r"*; ^ ■ ^ 
social or emotional withdrawal in psychotic patients ^^'^^'^ ^'A^" P'*'=«' * 

A neuroleptic compound of fomula I, or a p^r- ^^^'^^^ ^"^'^'^'Tl "'"'PP*" 
maccutically-acceptable salt thereof can be admini? . ' ''"'PP"'8 funnel, thermometer, and nitro- 

tcred to a hLman fubjec. d her K oTp^ferabTy t " ""Jf.' Ti^^V i"' '"°'*> °' 'rin-o^oacedc 

combination with phLmaceudcally-ac^pubir^^^ Jdl? h"**"- T"**^^'""." 0 0591 mole) was 

or diluents, in a phLmaceu.ical composiu^on. Z^^g ^^ele^tion wa^stT""^ 

to standard pharmaceutical practice. A comiwund can . reaction was stirred overnight at room tempera- 
be admi„ls,«ed orally or pLenti^ly. SeS ^ «, «rc 'ben Poured into 150 g ice. The mixture was stirred 
!»i*i«t«tio«<inclodes apecUMy int^vcK^^l^^."' " """"^^ *'«»^° Bum filtered off. TTie 

muscuUr administniUoT^d^tUS^I^pl^^ f^clL^::^:!'"-'""''"';^''''^'*'''- ''"' 
tical composition comprising a comwund of foJS^So^ I w« nuJ^ « "'^'P'""^ 

or a pharmaceuUcally-acttolable^t .K, ""«'«^ cashed with cyclohexane. The filtrate 

to However, .n any given case, the ratio chosen will benzoxazolone yidd for \^ JtZT^ t 

depend on such factors as the solubility of the active 145*-I5r C ^ ^' ^' 
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EXAMPLE 6 
6-(2-(4-(4-Melhoxy'l-naphthyl)piperazinyl)ethyl)bcn' 
£oxa2olone 

5 

To a 35 ml round-botiomed flask equipped with con- 
denser and N2 inlet were added 0.24 g (I.O mmol) of 
6-bromocthylbcnioxaiolonc, 0.24 g (l-O mmol) of 4- 
methojiy-l-pipcrazinyInaphtlialenc» 0-13 g (1-2 mmol) of 
sodium carbonate, and 25 ml of ethanol. The reaction lO 
was rettuxed for 36 hours, cooled, diluted with water, 
and the product extracted into ethyl acetate. The ethyl 
acetate layer was washed with brine, dried, and evapo- 
rated to give 0.49 g of a yellow oil The oil was chro- 
matographed on silica gel using chloroform as cluent to ' ^ 
give 0J6 g of yellow crystals. The solid was dissolved 
in ethyl acetate, ethyl acetate saturated with HCl gas 
added, and the mixture concentrated to dryness to give 
0,26 g (55%) of white salt crystals, m.p. 200* C NMR 
(d. CDClv. 2.8-3.2 (m, 12H), 4.01 (s, 3H). 6.7-7.6 (m, 
7H), 8.26 (m, 2H). 

EXAMPLE 7 

6-(2-<4-<5-TetralinyI)pipcra2inyl)cthyl>benzoxazolonc 25 

To a 35 ml round-bottomed flask equipped with con- 
denser and N2 inlet were added 1-0 g (3,9 maiol) of 
6-bromoethylbenzoxazolone, 0.85 g (3 9 mmol) of 5- 
pipcrazinyltetralin, 0.4 g (3-9 mmol) of sodium carbon- ^ 
ate, 2 mg of sodium iodide, and 30 ml of isopropanol. 
The reaction was refluxed for 18 hours, cooled, evapo- 
rated to dryness, and the residue dissolved in ethyl 
acetate/water. The pH was adjusted to 2.0 with IN 
HCl, and the precipitate which had formed collected by 35 
filtration* The precipitate was suspended in ethyl aceta- 
te/water, the pH adjusted to 8.5 with IN NaOH, and 
the ethyl acetate layer separated. The ethyl acetate 
layer was washed with brine, dried, and evaporated to 
give 0.7 g of a solid. The solid was dissolved in ethyl 40 
accute, ethyl acetate saturated with HCl gas added, and 
the mixture concentrated to dryness to give O.70 g 
(40%) of a yellow salt, m.p. 200* C, NMR (d. CDClj): 
1.9 (m. 4H). 2.95 (m, J6H),*6.8-7.2 (m, 6H). 

EXAMPLES 

6-(2-(4K6-Hydroxy-8-quinoIyI)pipcra2inyl)ethyl)ben- 
zoxazolonc 

. To a 35 ml round«bottomed flask equipped with con- 30 
denser and Nj inlet were added 0.84 g (3.5 mmol) of 
6-bromocihylben20xazolone, O.80 g (3.5 mmol) of 6- 
hydroxy-8*pipcrazinyI quinoline, 0.37 g (3.5 mmol) of 
sodium carbonate, 2 mg of sodium iodide, and 30 ml of 
isopropanol. The reaction was refluxed for 18 hours, 
cooled, evaporated, and the residue dissolved in ethyl 
acetate/water. The pH waa adjusted to 2.0 with IN 
HO, and the phases separated. The aqueous phase was 
adjusted to pH 8.5 and extracted with ethyl acetate. The ^ 
ethyl acetate. layer was. washed with brine*, dned*. and . 
evaporated to give 0.33 g of a yellow solid. The solid 
was dissolved in ethyl acetate, ethyl acetate saturated 
with HCl gas added, and the mixture concentrated to 
dryness. The residue was crystallized from Isopropanol 65 
to give 0.32 g (20%) of a yeUow salt, m.p. 200* C NMR 
(d, CDOj) Z8 (m. 8H). 3.4 (m, 4H). 6.7-7,3 (m, 7H), 
7.7-7.9 (m. IB), 



EXAMPLE 9 

6*(2-{4.(l-(6-Fluoro)naphlhyl)piperazinyl)ethyl)-ben- 
zoxazolonc 

A. To a I I round-bottomed flask equipped with con- 
denser and Nj inlet were added 345 ml (3.68 mol) of 
fluorobcnzene and 48 g (0.428 mol) of furoic acid. To 
the stirring suspension was added in portions 120 g 
(0.899 raol) of aluminum chloride. The reaction was 
then stirred at 95* C. for 16 hours and then quenched by 
addition to ice/water/lN HCl. After stirring I hour, 
the aqueous layer was decanted off, and benzene and a 
saturated aqueous solution of sodium bicarbonate 
added. After Stirring 1 hour, the layers were separated, 
the aqueous layer washed with benzene, acidified, and 
extracted into ethyl acewte. The ethyl acetate layer was 
washed with water and brine, dried over sodium sulfate, 
and evaporated to a solid. The solid was triturated with 
isopropyl ether to give 5.0 g (6.1%) of white solid 6- 
Huoro-l-naphthoic acid. NMR (d, DMSO-de): 7.0-8.0 
(m. 5H). 8.6 (m, IH). 

B. To a 125 ml round-bottomed flask equipped with 
condenser, addition funnel, and Nj inlet were added 5.0 
g (26.3 mmol) of 6-fluoro-l-naphthoic acid and 50 ml 
acetone. To the stirring suspension were added drop- 
wise 6,25 ml (28.9 mmol) of diphenyl phosphoryl azide 
and 4 ml (28.9 mmol) of triethylamine. The reaction was 
refluxed 1 hour, poured into water/ethyl aceute. and 
Altered. The filtrate was washed with water and brine, 
dried over sodiimi sulfate, and evaporated. The residue 
was further treated with HCl to form the hydrochloride 
salt and then liberated with sodium hydroxide to afford 
the free base 6-fluoro- l-amino-oaphthalene as an oil, 1.0 
g (24%). 

C. To a 125 ml round-bottomed flask equipped with 
condenser and N^ inlet were added 1.0 g (6.2 1) mmol) of 
6-fluoro- 1 -amino naphthalene, 1.8 g (7.76 mmol) of 
N-bcnzyl bts(2-chloroethyl)aniine hydrochloride, 3 3 
ml (19,2 mmol) of diisopropylethylamine, and 50 ml 
isopropanol. The reaction was refluxed 24 hours, 
cooled, and evaporated to an oil. The oil was taken up 
in ethyl acetate, washed with water and brine, dried 
over sodium sulfate, and evaporated to an oil The oil 
was chromatographed on silica gel using methylene 
chloride as eluent to afTord t:5 g (75.5%) of an oil. 
l*ben2yl-4-(6-fluoronaphthyl)-pipera2ine. 

D. To a 125 ml round-bottomed flask equipped with 
N2 inlet were added -1.5 g (4.69 mmol) of l.ben2yl4-(6- 
fIuoronaphthyI)-piperazine. 1,2 ml (31.3 mmol) of for- 
mic acid, 3.0 g 5% palladium on carbon, and 50 ml 
ethanol. The reaction was stirred at room temperature 
for 16 hours, the catalyst fdtered under N2, and the 
solvent evaporated, The oil, N-(l-(6-fluoro)naphthyl)' 
piperazine (0.420 g, 39%), was used directly in the fol- 
lowing step. 

E. To a too ml round-bottomed flask equipped with 
magnetic stirrer, condenser, and N2 inlet were added 
0.420 g (1.83 mmol) of N-(l-naphthy!)piperazine, 0.44O 
g (1.83 mmol) of 6-(2-bromoetliyl>ien20xazolone, 194 
mg (1.83 mmol) of sodium cartxMiate. 50 ml methyltso^ 
butylketone, and a catalytic amount of sodium , iodide. 
The reaction was refluxed for 3 days, cooled, and evap- 
orated to a brown gum. The gum was partitioned be- 
tween 50 ml water and 75 ml ethyl acetate, the pH 
adjusted with aqueous IN NaOH solution, the layers 
separated, and the ethyl acetate layer washed with 
water and brine. The ethyl acetate layer was dried over 
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4-amino-2,l,3-bcnzothiadiazoIc, 2.54 g (13.2 mmol) mc- 
chlorcihaminc hydrochloride, 4.19 £ (39.6 mmol) so- 
dium carbonate. 2 mg sodium iodide, and 50 ml ethanoL 
The reaciion was refluxed 2 days, cooled, and cvapo- 
raied. The residue was taken up in methylene chloride, 5 
washed with water, dried over sodium sulfate, and 
evaporated. The residue was chroma to graphed on silica 
gel using ethyl acetate/methanol as eluent, and the 
product fractions collected and evaporated to an oil of 
4-(2,l,3-benzothiadiazolyl)-N-meihylpipera2ine, 628 mg \o 
(20%)- NMR (d, CDCb) 2.5 (s. 3H), 2.8 (m, 4H), 3.6 (m. 
4H). 6-S (m. IH), 7.5 (m, 2H). 

B. To a 25 ml round-bottomed flask equipped with 
condenser and N2 inlet were added 620 mg (2.64 mmol) 
of 4-(2,1.3-ben2.othiadia2olyl)-N-mcthylpipera2ine, 15 
0.224 ml (2,64 mmol) vinyl chloroformate, and 15 mJ 
dichloroethane. The reaciion was refluxed 16 hours, 
cooled, and evaporated. The residue was chromato- 
graphed on silica gel using methylene chioride/cthyl 
acetate as eluent. and the product fractions collected to 
give yellow solid 4-{2,l,3-benzothiadia2olyl)-N- 
vinyloxycarbonylpipera2inc» 530 mg (69%), NMR (d, 
COai): 3-6 (m. 4H), 3.8 (m, 4H), 4.4-5.0 (ra. 2H). 
6.6-7.6 {m, 4H). 

C. To a 50 ml round-bottomed flask equipped with 25 
condenser and N2 inlet were added 530 mg (K83 mmol) 
4-{2, 1 .3-bcnzothiadiaioIyl)-N-vinyloxycarbonylpipera- 
zine and 25 ml ethanol. and the suspension saturated 
with HCl gas. The reaction was refluxed 2.75 hours, 
cooled, and evaporated. The residue was triturated with 
acetone to give a yellow solid N-(2,l,3-benzo- 
thiadiazolyl)-piperazine, m.p. 240* -244' 365 mg 
(62%). ^„ 

D. To a 125 ml round-bottomed flask equipped with 
condenser and N2 inlet were added 365 mg (1 . 1 3 mmol) ^ ^ 
N-<2,l,3-benzothiadiazo]yl)*piperazine. 275 mg (1.13 
mmol) 6-(2-bromoethyl)benzoxazolonc. 359 mg (3.39 
mmol) sodium carbonate, 2 mg sodium iodide, and 40 
ml ethanol. The reaction was heated at reflux for 2 days, 
cooled, and evaporated. The residue was taken up in 
methylene chloride, washed with water, dried over 
sodium sulfate, and evaporated. The residue was chro- 
matographed on silica gel using ethyl acetate/methanol 

as eJuent and the product fractions collected, dissolved 
in methylene chloride/metAanol, precipitated by addi* 
don of an ethereal solution of HCl, and the solid ftl* 
tered, washed with ether, and dried to give 228 mg 
(45%). m.p. 166*-170' C 

EXAMPLE 14 

6-(2*(4-(l -Naphthyl)-piperaziny l)cthyl)benzothia2olone ^ 

To a 1(X) ml round-bottomed flask equipped with 
condenser and N2 inlet were added 1.0 g (3.S8 mmol) of 
6-(2-bromoethyl)benzothiazolone, 822 mg (3.88 mmol) 
N*(l-naphthyi)piperaziney 410 mg (3.8S mmol) sodium 55 
carbonate, and 50 ml methylisobutylkctone. The reac- 
tion was refluxed for 24 hours, cooled, and evaporated. 
The residue was tAkcn up in ethyl acetate, washed with 
water and brine, dried over sodium sulfate, and evapo- 
rated. The resulting solid was treated with hot ethyl ^ 
acelale to. afford a white solid, m.p. 198!-220*.C^ 54Q . 
mg (36%). 

EXAMPLE 15 

6-(2-(4-<3-Benzotsothiazolyl)piperazinyl)ethyl)benzox- 

azolone 

To a 125 ml round-bottomed flask equipped v^th 
condenser were added 4.82 g (0.022 mol) of N'(3ben- 



zoiso(hiazolyl)piperazinc (prepared according to the 
procedure given in U.S. Pat. No- 4,411,901). 5.32 g 
(0.022 mol) of 6-(2'bromo)eihylbenzoKazolone. 2.33 g 
(0.022 mol) of sodium carbonate, and 50 ml of methyl 
isobutyl ketone. The mixture was refluxed for 18 hours. 
The reaction was cooled and partitioned between ethyl 
acetate and water. The ethyl acetate layer was isolated, 
washed with water and saturated aqueous sodium chlo- 
ride solution, dried over sodium sulfate, and evaporated 
to an oil. The oil was chroma tog raphed on silica gel 
using ethyl acetate as eluent, and the product fractions 
collected and triturated with methylene chloride/iso- 
propyl ether to give a white solid. 1 m.p. 1 85*- 187* C. 
NMR (CDCI3): 1.7 (bs.lH), 2.8 (m,8H), 3.6 (m,4H), 
6,9-8.0 (m,7H). 

EXAMPLE 16 

5-{2-(4-(l,2-Bcn2i50lhia2ol-3-yl)piperazinyl)ethyl)oxin- 

dole 

To a 125 ml round-bottomed flask equipped with N2 
inlet and condenser were added 0.62 g (3.20 mmol) 
5-(2-chIoroethyl)-oxindole. 0.70 g (3.20 mmol) N^1,2- 
benzi5othiazol-3-yl)piperazine, 0.68 g (6.40 mmol) so- 
dium carbonate, 2 mg sodium iodide, and 30 ml me> 
thylisobutyl ketone. The reaction was refluxed 40 
hours, cooled, flltered. and evaporated. The residue was 
chromatographed on silica gel, etuting the byproducts 
with ethyl acetate (1 1) and the product with 4% metha- 
nol in ethyl acetate (1.5 1). The product fractions 
(R/=0.2 in 5% methanol in ethyl acetate) were evapo- 
rated, taken up in methylene chloride, and precipitated 
by addition of ether saturated with HCl; the solid was 
filtered and washed with ether, dried, and washed with 
acetone. The latter was done by slurrying the solid with 
acetone and filtering. The title compound was obtained 
as a high melting, non-hygroscopic solid product, m.p. 
288'-288.5' C. 0.78 g (59%). 

In a manner analogous to that for preparing 5-(2-(4* 
(l,2-benzjsothiazol-3-yl)piperazinyl)ethyl)oxindole, the 
following compounds were made: 

5-(2-(4-( l,2-benzisothiazol-3-yl)piperazinyl)ethyl> 1 - 
ethyloxindole hydrochloride, 25%, m.p, 278*^279 ' C; 

5-(2-(4-( l,2-benzisothia2ol'3;yl)piperazinyl)cthyl) 1 - 
methyloxindole hydrochloride hcmlhydrate, 42%, m.p. 
283"-285- C; MS(%): 392(1), 232(100), 177(31); Anal, 
for C22H24N4OS.HCl.iH2O: C 60.33. H 5.98, N 12.79. 
Found: C 60.37. H 5.84, N 12.77; 

5-(2-(4-( 1 .2-bcnzisothiazol-3-yl)pipcrazinyl)cthyl> 1 • 
(3-chtorophenyl)oxindole hydrochloride hydrate, 8%, 
m.p. 22r-223' C; MS(%): 488(1). 256(4), 232(100), 
177(15); Anal, for C27H25aN4OS.HCl.H2O: C 59.67, H 
5,19, N 10,31. Found: C 59.95, H 5.01, N 10.14; 

5-(2-(4-( 1 ,2'benztsothiazol*3-y l)piperazinyl)ethy I)- 
3,3-dimethyloxindole hydrochloride hemihydrate, 
40%, m.p. 289'-29r C; MS{%); 406(1), 232(100), 
177(42); Anal, for C23H26N40S.HCljH20: C 61.11, H 
6-24, 1Z39. Found: C 61,44, H 6.22, N 12.01; 

5-(2K4-<l^-beazisothiazol-3-yl)piperazinyl)etiiyl)r, 
1,3-dimethyloxindole, 76%. m.p. 256* C; 

5'-(2-(4-( 1 ,2-benzisoihia2ol-3-y l)piperazinyl)ethy 1>- 
spiro[cyclopcntane- 1 ,3'*indoline]-2'-one hydrochloride 
hemihydrate, 50%, m.p. 29r-293* C. (dec.); MS(%): 
432(1), 232(100). 200(11), 177(36); Anal, for 
C23H2aN4OS.Ha.iH2O: C 62.81, H 6.33, N 11.72. 
Found: C 63.01, H 6.32, N 1 1.34; 
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5-(2-chloroeihyl)-6-nuorooxindolc. 62%, 

m,p.l88'-l90' C; NMR(DMSO-d6) 3.05(i.2H), 
3.5(Z2H), 3.85(t,2H). 6.6-7.3(maH); 

5-(2-<;hloroethyl>-7-nuorooxmdole, 79%, 
m.p.l76--l79- C; MS(%); 213(50), 180(20). 164(100). ^ 
(76): 

5-(2-chJoroethyI)-6-chlorooxiiidole. 94%. 

m.p,2lO*-2ir C; 

5-(2-chlo^oelhy!^3,3-diInethy^6-nuo^ooxi^do^e 
(CnHi3aFNO. 84%. m- p. 1 9 5*- 198* C, NMR(DMSO- 
d6) K3(s.6H). 3.05(t.2H). 3.7(t,2H). 6.65(d,lH). 
7.1(d.lH). l0.1(bri.lH); 

5-(4_chlorobutyl)oxindole, 40%, oil, NMR(CDCb): 
l.6-2.0(m.4H), 2.6(m.2H). 3.6(m.4H). 6.8-7. 15(m,3H), is 
9.05(brs,lH); 

5-(4-ch3orobutyl)-l-ethyloxindole. 48%. oil, 
NMR(CDCb): 1.25(t,3H). l.5-1.95(m,4H), 2.6<m,2H), 
3.5(s,2H). 3.55(t,2H), 3.75(q.2H). 6.7-7.2(m.3H); and 

5^4-chJorobutyl)-7-nuorooxindole, 71%, 20 

m.p.l68*-l73* C. 

We claim: 

1. A compound of the formula 



25 



Ar— N 




30 



or a pharmaceutically acceptable acid addition salt 

thereof, wherein 

Ar is bcnzoisothiazolyl or an oxide or dioxide thereof 
each optionally substituted by one fluoro. chloro. 35 
trifluoromethyl, methoxy, cyano. or nitro; 



n is 1 or 2; and 

X and Y together with the phenyl to which they arc 
attached form bcnzothiazolyl; 2-aminoben2o- 
thiazolyl; benioisothiazolyl; indazolyl; 2-hydrox- 
yindazolyl; indolyl; oxLndoIyl optionally substi- 
tuted by one lo three of (C|-C3)alkyl, or one of 
chloro, fluoro or phenyl, said phenyl optionally 
substituted by one chloro or fluoro; benzoxazolyl; 
2-aminobenzoxazo1yl; benzoxazolonyl; 2- 
aminobenzoxazolinyl; benzothiazolonyl; 
bezoimidazolonyl; or benzotriazolyl. 

2. A compound according to claim 1 wherein X and 

Y together with the phenyl to which they are attached 
form benzoxazolonyh 

3. A compound according to claim 2 wherein Ar is 
benzoisothiazolyl and n is I. 

4. A compound according to claim 1 wherein X and 

Y together with the phenyl to which they are attached 
form oxindole. 

5. A pharmaceutical composition having neuroleptic 
activity comprising a compound according to claim 1 in 
an amoimt effective in the treatment of neuroleptic 
diseases, and a pharmaceutically acceptable carrier. 

6. A composition according to claim 5 wherein X and 

Y together with the phenyl to which they are attached 
form benzoxazolonyl. 

7. A composition according to claim 6 wherein Ar is 
benzoisothiazolyl and n is 1. 

8. A composition according to claim 5 wherein X and 

Y together with the phenyl to which they are attached 
form oxindole. 

9. A method of treating neuroleptic diseases which 
comprises administering to a subject in need of treat- 
ment a neuroleptic amount of a compound according to 
claim 1. 



40 



45 



50 



55 



60 



65 



BMSOOClO: *US 4a3103lAI_l_> 



